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K tert-7^)V ^^^)\y (2 2 5mg) %m.3 L ]l>XJl'7 jtr^-i/ K ^7 
»U mm<h^ (2 4 Omg) lT§fco 

'H-NMR Spectrum (DMS0-d 6 ) tf(ppm): 1. 19 -1. 32 (2H, m), 1.39 (9H, s), 1. 75-1.84 
(2H, m), 2.01-2.11 (1H, m), 2.66-2.87 (2H, m), 3.94-4.04 (2H, m), 4.17 (2H, 
d, J=5.6Hz), 6.52 (1H, d, J=5.2Hz), 7.11 (1H, d, J=3.2Hz), 7.27 (2H, d, 
J=8.8Hz), 7.37 (1H, d, J=3.2Hz), 7.58 (1H, s), 7.62 (2H, d, J=8.8Hz), 8.71 
(1H, d, J=5.2Hz), 8.75 (1 H, s), 9.14 (1H, brs). 

mmm 715-1 

4-(4-(4-7^y7xy jp^)-6-^7y^/'J>-7-^ U*^*?-Jl) 

Wkmi 13-2 tmmiZ\^X4- (4-7U7i;^» - 

U >- 6 h U;i/ ( 0 . 32g) ^>>^ WM7^ F^V^ 
r>Ah K U FTlllf;^ 4 - r/D^i^l/fcT^U - 1 -*;u^^-*> V y 
^7 7->H* tert-^^;i/^^^;i/^M^&^^ mMik^^ (2 2 5 mg) * 

^-NMR Spectrum (DMS0-d 6 ) 5(ppm): 1.18-1.32 (2H, m), 1.39 (9H, s), 1.75 -1.82 
(2H, m), 1.98-2.10 (1H, m), 2.62-2.92 (2H, m), 3.94-4.03 (2H, m), 4.15 (2H, 
d, J=6Hz), 5.16-5.21 (2H 3 m), 6.45 (1H, d, J=5.2Hz), 6.65 (2H, d, J=8.8Hz), 
6.93 (2H, d, J=8.8Hz), 7.5 5 (1H, s), 8.68 (1H, d, J=5.2Hz), 8.70 (1H, s). 

mmm i 1 6 

1- (4- (6-v7;-7 - (b'^U^>-4--r;i^p< hdr->) * J U>-4 
-^P^» -3- JV- 2 ->f ;iO frUT* 

9Sii^6 7 0-4 i:H«lcUT4- (6-^7^-4- (4- ( 3 -^v- 
2 ^-^w K) -^y^) - + ; u>-7-^o^^>^^) - 

tr^U 1 -*;i/>l?^r2/ U y ^ 7i/yh* tert-^;i/-^^^;i/ ( 2 4 

Omg) ^ h 'J 7;^PSit«lb^!Bft^ ( 2 2 Omg) £0#£bT 
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^-NMR Spectrum (DMSO -d 6 ) <5(ppm): 1.46-1.59 (2H, m), 1.87-1.96 (2H, m), 
2.06-2.18 (1H, m), 2.78-2.89 (2H, m), 3.08-3.38 (2H, m), 4.13 (2H, d, J=6Hz), 
6.43 (1H, d, J=5.2Hz), 7.07 (1H, d, J=3.2Hz), 7.20 (2H 3 d, J=9.2Hz), 7.36 
(1H, d, J=3.2Hz), 7.57 (1H, s), 7.68 (2H, d, J=9.2Hz), 8.63 (1H, d, J=5.2Hz), 
8.71 (1H, s), 9.82 (1H, br). 

mmm 1 1 1 

1- (4 - ( 6 -j/TJ - 7 - (1 4 - h*zs) 

y»;>-4-^P^^) 7 - 3- (T-TV'—Jl- 2 -4 Jl) OUT" 

mm,m6 1 o tmm^Lx 1 - (4- {q-^tj-i- (h°^<;^>-4- 

h=^>) *J U >- 4 --f D^>) - 3- — 

trVT (2 2 Omg) t^mmih^ (5 1 mg) £g|f*£: ItHfco 
MMR Spectrum (DMS0-d 6 ) £(ppm): 1.35-1.48 (2H, m), 1.75 -1.85 (2H, m), 
1.89-1.96 (1H, m), 2.18 (3H, brs), 2.79 -2.86 (2H, m), 3.18-3.38 (2H, m), 4.15 
(2H, d, J=5.6Hz), 6.52 {1H, d, J=5.2Hz), 7.10 (1H, d 3 J=3.2Hz), 7.27 (2H, 
d, J=9.2Hz), 7.37 (1H, d, J=3.2Hz), 7.58 (1H, s), 7.63 (2H, d, J=9.2Hz), 8.72 
(1H, d, J=5.2Hz), 8.76 (1H, s), 9.20 (1H, br). 

mmm 1 1 8 

N— ( 4 - (6 -jtPlrt'EJ 7 h ^-->-4- J V JV) ir5r*y- 2 - h 

if^7^>2Nrh7h h'D77>?§i (0. 10ml) * ?-JlXJl* 
Y (0. 5ml) izbnz., (4- ( 6 - 7j;i/M*^-f 7 

iy-4-*cJ V)i<) -%**s-2 - b U 7;^P^^7x^i/) 

y ^-JV^^y^jV (25mg) £}£j§?U 1 0^P^tt#Ufe o Z\<DRj&mm 
^7Ks M^^;i/S:SDx.Wmbfc^^^Lgfa^b^ (5 . Omg) *mtzo 
L H-NMR(DMS0-d 6 ) £(ppm) 1.08(3H, t, J=7.2Hz), 3.10 -3.18(2H, m), 4.04(3H, 
s), 6.54UH, d, J=5.2Hz), 7.00 -7.07(1H, m), 7.51 -7.63(3H, m),7.74(lH, brs), 
7.82-7.88(2H, m), 8.06 -8. 13(1H, m), 8.66 -8.70(2H, m) 

mmm i 1 9 
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N- r 4 - (6 -jtjJW^J ;],- 7 h^-s>-4-^y »j;t/) ;t^->- 2 - h 

^f;i/7^>2Nrh7hh*D77>^i (1. 00ml) i3 [4 - (6-# 
^U/^^e-f ^Ix— 7 h^>-4-^y U;i/) ;t^>- 2-h'J 7;i/^|-D^ 

A-;Uy^7^K 7i-jl/XXr;i' (25mg) £#nx., 1 O^FI 
«#bfeo ^tBUfclg^^^mb^ F7t h*D77 LT^f3 / fh'o#J (10 

mg) £f#fco 

^-NMRCDMSO-d,) (5 (ppm) 2.68(3H, d, J=4.0Hz), 4.04(3H, s), 6.54(1H, d, 
J=5.6Hz), 6.87-6.94UH, m), 7.51 -7.63(3H, n),7.75(lH, brs), 7.86(1H, brs), 
7.90(1H, brs), 8.03 -8. 09(1H, m), 8. 66 -8.70(2H, m) 

mmm 720 

N- (4- (7-^>^^->-6-^7y-jp;'j>-4-^;vt^^) - 

^^f-;i/^A7^ h'(lOml) Id 5/^ d7d t:;P7 5. > ( 1 m 1 ) ^SPX., 
(4- ( 7 -^>^;i/2|-^>- 6 $/tv -4fV u >- 4 --f ;i/^-^f-^) - 
2, 3 ;i/) # — 5. y& 7J/s? K (1. 

99g) £#Qx.T, IfitlO^FWlfeo iCt*(3 0ml) 

;i/ (3 0mi) #ftHbfc*sii£fflfi5iu iti^iix^M-^it 

m.m\^m ( 1 6 6 omg) 

1 H-NMR(DMS0-d 6 ) d(ppm) 0.40-0.45(2H, m), 0.62 -0.67(2H, m), 2.03(3H, s), 
2.16(3H, s), 2.52-2.59(lH, m), 5.47(2H, s), 6.33(1H, d, J=5.2Hz), 
6.68-6.74(lH, m), 7.00(1H, d, J=8.8Hz), 7.35 -7.49(3H, m), 7.52 -7. 73(5H, m), 
8.69(1H, d, J=5.2Hz), 8.76(1H, s) 

m&m 7 2o-i 

4- (4-T^y — 2, 3 ^p->) - 7 6 - 
^7^ U > 

m^b^«t «AL£ 4 -7^ y - 2 , 3-^i/y-;v (2. 8 0g) *y 
*^-)V^)\si£**sY (15ml) izmMm*:. ^Uizr 6 0 XiKMih^ h V A 
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(8 16mg) £3fc*fc;&Q*T 2 O^mMW bfco 7 4 

>; > (3 . og) &mz.x, m°ci-x 4mmmnrizmm 

$;g*U ^#^tifeffl^«^^^^;i/-e^tT. ( l . 7 2 g) 

WMRCDMSO-de) 6 (ppm) 1.9K3H, s), 2.01(3H, s), 4.83 -4.90 (2H, m), 
5.44(2H, s), 6.30(1H, d, J=5.2Hz), 6.60(1H, d, J=8.4Hz), 6.73 -6.79(1H, m), 
7.33-7. 47(3H, m), 7.51 -7.58(2H, m), 7.67(1H, s), 8.65(1H, d, J=5. 2Hz), 
8.80(1H, s) 

mmm 720-2 

f4- ( 7 -^>^;i/^-^r->- 6 -1/7 J V >- 4 -^)\/^^-» -2, 3 
4- (4-7^-2, 3-^/5 1 ;i/7iy^i/) - 7 -^>i/ )\/3r^-i/ - 6 

> ( i . 7 2g) k^mmm 141-1 ^mmo^mxm^t^ 

m ( 1 . 9 9 g) ^^fi^h ITifeo 

'H-NMRfCDC^) S(ppm) 2.02(3H, s), 2.13(3H, s) 3 5.36(2H, s), 6.32(1H, d, 
J=5.2Hz), 6.78(1H 5 brs), 7.00(1H, d, J=8.8Hz), 7.20 -7.80(12H, m), 8.62(1H, 
d, J=5.2Hz), 8.78(1H, s) 

mmm i 2 1 

N- \2. 3-^^^;i/-4- (6-^7y-7-bKpjr->^yj>-4-^ 
TV— [4- ( 7 - WJ/ - 6 - J/7; + ;'J > - 4 - Wi/) - 

2, 3 - j;^;i/7i^] -jv c -^^p^p tr;i/^^7' (1600mg) § 

rh7th*D77> (400ml) tCJn^. N $ £ ^ r> a -j^ifc (2 0 0 0 

mg) *AP^T7k^«£TT^M^«^bfco ;t^*A-|S£ift£$fij©tc:J;») 
E&ifeU J^^f M^A7^ ^^MEE^bT^tB'fb^ (8 

2 7mg) £f#fc 0 

^-NMRtDMSO-de) tf(ppm) 0.40 -0.46(2H, m), 0.62 -0.67(2H, m), 2.03(3H, s), 
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2.16(3H, s), 2.54 -2.60(lH, m), 6.20(1H, d, J=5.2Hz), 6.68(1H, d, J=3.2Hz), 
7.00(1H, d, J=8.8Hz), 7.39(1H, brs), 7.65(1H, d, J=8.8Hz) 7.69(1H, s), 
8.59(1H, d, J=5.2Hz), 8.71(lH,s) 

mmm 722 

N- (4- (6-1/7J-7 - ( 3 - tfD U ¥>- 1 jyy'U^^rjy) 

>- 4-4 -2, 3 -V*?-))/? J — -iV'-^^P7 , DW 

^^^^A7^ h* (2ml) izmmmi 2 l-C^f&LtzN- [2, 3-^^ 

?•)]/- 4 - (6-->ry-7-h h*D^>>^y y > - 4-4 M*^) 7x-;i^] 

- N ' -ispv 7°u fc°;i"> 1/7* (100mg) N l-(3 - ^dd7*p t^;i/) tTP 
U y^Iil ( 9 5mg), 'J^A (15 Omg) £#DX.. 6 0 °CT? 1 mm 

^&ffK^^;i/7?i5fc#U m^h^m (49mg) §MM a B B ^UTHfeo 
1 H-NMR(CDC1 3 ) tf(ppm) 0. 38-0.44(2H, m), 0.59 -0.66(2H, m), 1.64-1.7K4H, 
m), 1.94-2.00(2H 3 m), 2.01(3H, s), 2.14(3H, s), 2.40 -2.60(7H, m), 4.33(2H, 
t, J=6.4Hz), 6.30(1H, d, J=5.6Hz), 6.82(1H, brs), 6.99(1H, d, J=8.8Hz), 
7.58(1H, s), 7.64(1H, d, J=8.8Hz) 7.69(1H, brs), 8.67(1H, d, J=5.6Hz), 
8.80(1H, s). 

mmm 723 

N- (4 - (6-^77-7 - ((2R) - 2 - t F P - 3 - ^ P U > - 1 
-4 ;i/7°P^^r->) ^y'J>-4 fJV^-^-V) -2, 3-^^l/7i-^) 

— N '->^P7P^V)l/7 

N— (4 - (6 -VTJ - 7 - ((2R) v > - 2 - 4 ;i/) p< - 

- 4 ->r - 2 N 3 - v^^jvy ^—ji) - n '-wuyu 

M)\/t>\sT{ 1 1 Omgltr h7tFP77>(2. Oml)htfPU->*>(0. 
2 0ml) ^iJPX.T 6 0°C-t-2B#P^P^bfeo £©SJifc$S$fc£;&fc#&x Wttibfe 
*gH£*&U StiB-fbi^tJ (18mg) £&*8^Jigfi h LTf#fco 
1 H-NMR(DMS0-d 6 ) tf(ppm) 0.40-0.46(2H, m), 0.62 -0.68(2H, m), 1.65 -1.73(4H, 
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m), 2.03(3H, s), 2.16(311, s), 2.45 -2.70(7H, m), 4.00 -4.08(1H, m), 4.22(1H, 
dd, J=10.4, 5.6Hz), 4.32(1H, dd, J=10.4, 3.6Hz), 5.04(1H, d, J=4.4Hz), 
6.32(1H, d, J=5.6Hz), 6.67 -6.72(1H, m), 7.02(1H, d, J=8.8Hz), 7.61 -7.72(3H, 
m), 8.69(1H, d, J=5.6Hz), 8.82(1H, s). 

mmm 723-1 

N- (4 - (6-^7^-7- ((2R) -*3->^ >- 2 -4 Jl) * h*->*S 
U >- 4 -^;b^-jp->> - 2, 3-y^^i/7z-;t/) - N ' -^#ny°n¥;i 

N- (2, 3-^^9-^-4- ( 6 -i/T> - 7 - 1 Kn^>>-^y U >- 4 
->f ;i/a-3=-» -7 x— ;b) -TV '->>^P7n t^i^b-z ( 4 7 6 mg) &v 
^^*;bA7^ K (4ml) izjm^ i^Hp- h^x>^;i/7t>i (2R) 
_/7',;.>^_;v x.*-^ ( 3 6 5mgK »U>)A (3 4 0mg) 

^e>tufcffi^fife^*fi^K^^;i/*r^#U mtZ4b&%> ( 2 7 0mg) &3fc$t£i$g 

1 H-NMR(DMS0-d 6 ) tf(ppm) 0.40-0.46(2H, m), 0.62 -0.68(2H, m), 2.03(3H, s ), 
2.16(3H, s), 2.52 -2.60(1H, m), 2.80 -2.96(2H, m), 3.45 -3.52(1H, m), 4.18(1H, 
dd, J=11.6, 6.4Hz), 4.73(1H, dd, J=11.6, 2.0Hz), 6.34(1H, d, J=5.6Hz), 
6.69-6.74(lH, m), 7.01(1H, d, J=8.8Hz), 7.61 -7.75(2H, m), 7.95(1H, brs), 
8.70(1H, d, J=5.6Hz), 8.85(1H, s) . 

mmm 724 

TV- (4- (6-->7V-7- ((2R) -2-b K P 3 - bT^ U ^ > - 1 

-^;i/7°P4^->) U >-4 ->f ;M-3=-^0 -2, 3 - ^ ji— 
- TV '-^^p7p tr;i/ !✓ 7- 

TV— (4 - (6-y7;-7 - ((2R) >- 2 ->f p< h - 

5rJ U >- 4 ->T -2. 3-^f^7HJl/) —TV '-i/^D7D 

bT;i/^7 1/7 (80mg) Crb7b FP77> (2. Oml) £ ( 0 . 
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2 0ml) ^DiT60°C-e4B$^»lfe o Z®£.fomm%&i#t&. flftBLfc 

gi^«u mmit^m (50mg) s^eitLt^ifeo 

1 H-NMR(DMSO-d 6 ) tf(ppm) 0.40-0.46(2H, m), 0.62 -0.68(2H, m), 1.30 -1.55(6H, 
m), 2.03(3H, s), 2.16(3H 3 s), 2.30 -2.70{7H, m), 4.00 -4.09(1H, m), 4.22(1H, 
dd, J=10.4, 5.6Hz), 4.32(1H, dd, J=10.4, 3.6Hz), 4.95(1H, d, J=4.0Hz), 
6.32(1H, d, J=5.6Hz) , 6.71-6.74(1H, m), 7.02(1H 3 d, J=8.8Hz), 7.62 -7.70(2H, 
m), 7.73(1H, brs), 8.69(1H, d, J=5.6Hz), 8.82(1H, s). 

mmm 725 

N- (4- (6->7y-7 - - (2R) 

^-7°p^^^) *j u >- 4 -^;i^^->) -2, 3 ^-;i^) 
— at '-'>^p7d i/ 

AT— (4- (6-^>7/-7 - ((2R) >- 2 - >f ^ h^^r 

y y >-4 -<i)\>*5r%/) -2 N 3 -^p«^-;i/7 3i— ;u) -jv '-^^d/d^ 

( 8 Omg) \Z"r h^t FP77>(2. Oml) Z.iSx-^Jl'T 5. X 0 . 
5 0ml) 6 0°CT- 6 HtfSin&lbfco CO^wM^M, flftULfc 

*gn&«ifcu mffiit-etvo (3 2mg) s^iattifco 

^-NMIKDMSO-d.) <?(ppm) 0.40-0.46(2H, m), 0.62 -0.69(2H, m), 0.98(6H, t, 
J=7.2Hz), 2.03(3H, s), 2.16(3H, s), 2.40 -2.70(7H, m), 3.90 -4.02(1H, m), 
4.22(1H, dd, J=10.4, 5.6Hz), 4.32(1H, dd, J=10.4, 3.6Hz), 4.93(1H, d, 
J=4.0Hz), 6.32UH, d, J=5.6Hz), 6.71 -6.74(1H, m), 7.02(1H, d, J=8.8Hz), 
7.61-7. 70(2H, m), 7.72(1H, brs), 8.69(1H, d, J=5.6Hz), 8.82(1H, s). 

mmm 7 2 6 



N 6 -x.?-}]/-4 - (4-7^/-3-^DD7xy^^» - 7 -^>z/Jl$- 
6 U >^;i/^^r-9-5. h*) (870mg, 1.94nunol )STJ« t: >J ^ >(460 mg, 
5.82 mmol ) ^i>^f;^M75 K (10 ml) * J- W7i-;^ 
PP*iM^h (456 mg, 2.91 mmol) ^tWXtzM, Ifitt 18 Lfco 
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(460 mg, 0.810 mmol ) J&lf 40% * =f-)\s7 X > - ^ * y — )VMWl (0.810 ml) 
K (5ml) *K gMfcT 30#RgB£#bfco SJlEl^ffix 

TZZblzX*), mmib&m (359 mg, 0.711 mmol, 74%) & £6*£J1£ LTfS 

^-NMR Spectrum (DMS0 -d 6 ) (ppm) : 1.07 (3H, t, J = 7.4 Hz), 2.68 (3H, d, 
J = 4.0 Hz), 3.30 (2H, m), 5.41 (2H, s), 6.54 (1H, d, J = 5.2 Hz), 6.89 (1H, 
m), 7.23 (1H, dd, J = 2.8, 9.2 Hz), 7.34 -7.40 (1H, m), 7.40-7.49 (3H, m), 
7.55-7.60 (2H, m), 7.61 (1H, s), 8.13 (1H, s), 8.25 (1H, dd, J = 3.2, 9.2 
Hz), 8.36 (1H, t, J = 5.2 Hz), 8.51 (1H, s), 8.66 (1H, d, J = 5.2 Hz). 

m&M 7 2 6-1 

N 6 - 7 -s<i/*J 4-Pnu- 6 - V * H 

7 -^OVM^-l/- 4 -jr^-V— 1 , 4 -V t h*D- 6 — *rJ >J 
\s— h (2.32 g, 6.25 mmol) ic^-j^n'JF (10 ml) tMM. 

MJEEitlfU bJl^>-?2\E\±±W&s M§^^f;^^A7^ K (10ml) Stf 
h'jxW^ (5 ml) ©$g£-$8l£fc:SSfl¥£-*3\ **$S#aJTfc2M-:n^;V 
T5.> (rh7tFD77>M) (6.25 ml, 12.5 mmol ) IZhUZ-TMUlZ 

Yb£«723 mg, 2.12 mmol, 34 %) £ Jstfe^H btttfco 
^-NMR Spectrum (DMS0 -d 6 ) 5 (ppm) : 1.08 (3H, t, J = 7.2 Hz), 3.30 (2H, m), 
5.41 (2H, s), 7.34-7.39 (1H, m), 7.40-7.46 (2H, m), 7.54-7.59 (2H, m), 7.66 
(1H, d, J - 4.8 Hz), 7.70 (1H, s), 8.36 (1H, s), 8.42 (1H, m), 8.81 (1H, d, 
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J = 4.8 Hz). 

mmm 726-2 

N6-xf;i/-4- (4-7^-3-^PP7xyjp^) - 7 i?;]/** 

4-7;;-3-^DD 7i;-jl/ (379 mg, 2.64 mmol) & i? XJV-fc it- 

is \* (10 ml) lzmMt?"&, ^UlzX7km<t± h U >>A (106 mg, 2.64 mmol) £ 
^^iciJP^T 30 #Hg«£#bfco N 6 7 4 -^P 

P- 6 -Jry'J >#;i^^-tl-^ K (720 mg, 2.11 mmol) Straps 100°Ci3T2B# 

^it^CtCJ;^ m^ik^%D (870 mg, 1.94 mmol, 92%) ^M B B B J:tt 

H-NMR Spectrum (DMSO -d 6 ) 6 (ppm) : 1.07 (3H, t, J = 7.2 Hz), 3.30 (2H, m), 
5.40 (2H, s), 5.43 -5.49 (2H, m), 6.47 (1H, d, J = 5.2 Hz), 6.91 (1H, d, J 
= 8.8 Hz), 7.01 (1H, dd, J = 2.8, 8.8 Hz), 7.24 (1H, d, J =2.8 Hz), 7.34 -7.39 
(1H, m), 7.41-7.46 (2H 3 a), 7.55 -7.60 (3H, m), 8.36 (1H, t, J = 5.2 Hz) , 8.52 
(1H, s), 8.62 (1H, d, J = 5.2 Hz). 

N 6 -^JV- 7 -sQitJl 4-(3-^PP-(4 - ((x-T-JVT^ J ) 

N6-x^;i/-4- (4-7^;-3-^DD7i;^» -7-^>^;b^|- 
6 -=*V U >^;i/^^i^-^ H (870 mg, 1.94 mmol ) St>'h°U> ? > (460mg, 
5.82 mmol ) ^A?? K (10 ml) 4»lC$Sf|£^ *#Tn — ;i/ 

^PD^J^^ h (456 mg, 2.91 mmol) £j&0;tfc&* ISCT 18 B^il^ Lfc„ 

^^(460mg, 0.810 mmol )/&£>* 2 M:c^-;i/ 7" 5. h ^ t K077 >^?^(4.05 

ml) Jti?*^)\s*)V2±T* Y (5ml) pK ^M£T 30 bfco 
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Atr^b, m^mm^m^ ^m^ms.w^Ltz 0 m^ntzm^m^, mm*. 

&m-t&Z£lz£y), m&k^m (347 mg, 0.669 mmol, 83%) §aM H B H ti 

xmtzo 

'H-NMR Spectrum (DMSO -d 6 ) 6 (ppm) : 1.03-1.11 (6H, m), 3.14 (2H, m), 3.30 
(2H, m), 5.41 (2H, s), 6.54 (1H, d, J = 5.2 Hz), 7.01 (1H, m), 7.23 (1H, dd, 
J = 2.8, 9.2 Hz), 7.34-7.40 (1H, m), 7.41-7.49 (3H, m), 7.55-7.60 (2H, m), 
7.61 (1H, s), 8.07 (1H, s), 8.27 (1H, dd, J = 3.2, 9.2 Hz), 8.36 (1H, t, J 
= 5.2 Hz), 8.51 (1H, s), 8.66 (1H, d, J = 5.2 Hz). 

mmm 7 2 8 

N6-xf;i/-4- (3-^pp-4- ((( >17 $ J ) tiJV^-ji) 7 ^ J ) 
■7 - 7-fc Kpjf->- 6-* J U >*J\stf3ry-5. K 

n 6 7 -^y-yjixz-i/- 4 - (3-^DP- (4 - ((^J-Jl;*^ 

J ) Zdi^-ji) 7^y*^>) -6 - + y 'J >^;i/^f^-^^ K (344mg, 

0.681 mmol) frt>mB&M 8 3 ^Mlfc^tzJ; 3113^^(253 mg, 0.609 mmol, 

90 %)*m&ffimtLxmito 

^-NMR Spectrum (DMSO -d 6 ) 6 (ppm): 1.18 (3H, t, J = 7.2 Hz), 2.68 (3H, d, J 
= 4.4 Hz), 3.38 (2H, m), 6.42 (1H, d, J = 5.2 Hz), 6.88 (1H, q, J = 4.4 Hz), 
7.25(1H, dd, J = 2.8, 9.2 Hz), 7.31 (1H, s), 7.49 (1H, d, J = 2.8 Hz), 8.13 
(1H, s), 8.27 (1H, d, J = 9.2 Hz), 8.61 (1H, d, J = 5.2 Hz), 8.89 (1H, s). 

mmm 729 

N6-xfjV-4- (3-^PP-4 - (( ( ^JVT $ J ) jjjbtf-)]/) 7^ J) 

7x^ jr-» - 7-b kp^t->- e-^-j v>j3jm*y-$ K 

N 6 — zx.'f-)]/ — 7 — ^> V )V^r ^-1/ — 4 — (3-^DD- (4- 7$. 
y) 7KS) 7 - 6 -^y'J ^ F (332 mg, 

0.640 mmol) Hi(60!J 8 3 t m&te^Vkfc. £ t) s ^13^^(247 mg, 0.576 mmol, 
90 i)4ffiUgii:Lt§fco 

^-NMR Spectrum (DMSO -d 6 ) 6 (ppm) : 1.08 (3H, t, J = 7.2 Hz), 1.18 (3H, t, J 
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= 7.2 Hz), 3.14 (2H, m), 3.39 (2H, m), 6.4 2 (1H, d, J = 5.2 Hz), 7.00 (1H, 
t, J = 5.2 Hz), 7.25UH, dd, J = 2.8, 9.2 Hz), 7.30 (1H, s), 7.49 (1H, d, 
J = 2.8 Hz), 8.08 (1H, s), 8.29 (1H, d, J = 9.2 Hz), 8.61 (1H, d, J = 5.2 
Hz), 8.90 (1H, s). 

mmm 730 

N6-x^;V-4- (3-^PP-4- (((;* ?-)\,T K S ) JjJl^-jj,) 7 * S ) 
7 ^7 - 7 - ((1 4 -bT^-U * b*->) - 6 -^y V > 

N6-if;v-4- (3-ynp-4 - (((^f;vr^) 7j;i^— ;u) 7* 5. 
7) 7 3L -7-kh*D + ^-6- + y'»; K) (80.0 mg, 

0.193mmol ) x tert-7^ 4- (7*P^^^;i/) -l-^^U^>^;i/ 
stf^U — h (80.5 mg, 0.289 mmol ) M'M^'J^A (33.3 mg, 0.241 nunol ) 
§^/^^A7^ K (1ml) <K 60°CiZT 15^fF^PM#b^o SHfc«t*it 

amm (i mi) istt mp^jim j&jfom%mj£mmv, 

7tFo77> (2ml) -^^y— ;i/ (2ml) ©S^&&tc:$8J|?£-*t\ 37%*;i/ 
A7JPrt K7jC$S$fi (0.360ml). mm (0.070ml) M % >7; ?Km^Om± b 
•J ->A (36.3 mg, 0.579 mmol ) ^mUizXMikmXX 15 frmMftVtzo S]ifc8t 

mit&m (57.5 mg, 0.109 mmol, 57 % ) SfifilS B B B ^lTf#fc 0 
L H-NMR Spectrum (DMS0 -d 6 ) 6 (ppm) : 1.16 (3H, t, J = 7.2 Hz), 1.38 (2H, m), 
1.72-1.92 (5H, m), 2.17 (3H, s), 2.68 (3H, d, J = 4.4 Hz), 2.81 (2H, m), 3.36 
(2H, m), 4.11 (2H, d, J = 6.0 Hz), 6.53 (1H, d, J = 5.2 Hz), 6.87 (1H, m), 
7.22 (1H, dd, J = 2.8, 8.8 Hz), 7.46 (1H, d, J = 2.8 Hz), 7.49 (1H, s), 8.12 
(1H, s), 8.20 -8.28 (2H, m), 8.50 (1H, s) , 8.65 (1H, d, J = 5.2 Hz). 
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mmm 731 

y^y^-i/) -7 - (( 1 4 -b°^U ^ h*iy) - 6-^yj> 

N6-if^-4- (3-^dd-4- (((xfjbT^) 
y 3^>)- 7 -b Kp3^>- 6 U >#;i/^=*r1^ K(78.0mg, 0.182 

mmol X tert-W 4 - ( r/P^ - 1 - >j ^>^;V^^S> 

V-h (75.9 mg, 0.273 mmol ) STO^AU^a (31.4 mg, 0.228 mmol) * $; 
^;WJ1/A7; K (1ml) <K 60"C^T 15 B^^Jl^ Lfco SM^K^i 

i£ (1 ml) *K ifiiailFlim SJfa*fc£irt£Eie«&U 1S§/^;-^ 

Fo77> (2 ml) -p<*y— ;u (2 ml) (DU^M^mm^^r, 37%*;i/A7- 
h*7k^ (0.340ml), mm (0.070ml) zkffrfb^fft^ h U «7 

A (34.3 mg, 0.546 mmol) ^^iCTJU^n^T 15 Ufeo 

Wtil^^EIIU f#^fcffl£^£> &1^^;w;:!ra£-tK 

it&to (58.1 mg, 0.108 mmol, 59 % ) £ fi-fefgiH £: LTf#fc 0 

'H-NMR Spectrum (DMS0 -d 6 ) 6 (ppm) : 1.08 (3H, t, J = 7.2 Hz), 1.16 (3H, t, J 

= 7.2 Hz), 1.38 (2H, m), 1.72 -1.92 (5H, m), 2.17 (3H, s), 2.81 (2H, m), 3.14 

(2H, m), 3.35 (2H, m), 4.10 (2H, d, J = 6.0 Hz), 6.53 (1H, d, J = 5.2 Hz), 

7.00 (1H, m), 7.22 (1H, dd, J = 2.8, 8.8 Hz), 7.47 (1H, d, J = 2.8 Hz), 7.49 

(1H, s), 8.07 (1H, s), 8.22 -8.29 (2H, m), 8.50 (1H, s), 8.66 (1H, d, J = 5.2 

Hz). 

mmm 732 

N 6 -X Y^-jy-l -^>>?;i/^-^->- 4 - (3-^PP- (4 - ((^^-JVT^ 
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N6-^h^r^-4- (4-7^-3-^DD7xyJr^» 

6 - + y V >#;i/^3r1f^ F (81.0mg, 0.180 mmol )RTF\fV i?> (32.0 
mg, 0.404 mmol ) ^^^f»A7; H (2 ml) fc: 8§tf£ £ *^T> 7 i 
rj^DD^M^h (42.3 mg, 0.270 mmol ) ZiMz-tzWi. mUi^X 30 frmM 
#bfco 2 Mx^ ;i/7 5>-fh7hh'D77 (0.270 ml) 

Uit^m (68.5 mg, 0.131 mmol, 73 % ) £ SfelS^ i: LT?#fc 0 
L H-NMR Spectrum (DMS0 -d 6 ) <5 (ppm) : 1.08 (3H, t, J = 7.2 Hz), 3.15 (2H, m), 
3.72 (3H, s), 5.40 (2H, s), 6.54 (1H, d, J = 5.2 Hz), 7.01 (1H, m), 7.22 (1H, 
dd, J = 2.8, 9.2 Hz), 7.32 -7.37 (1H, m), 7.40-7.46 (2H, m), 7.47 (1H, d, J 
= 2.8 Hz), 7.53-7.60 (3H, m), 8.07 (1H, s), 8.27 (1H, dd , J = 3.2, 9.2 Hz), 
8.34 (1H, s), 8.65 (1H, d, J = 5.2 Hz), 11.53 (1H, br s). 

mmm 732-1 

_F 

y 7 -^>iy)]y^r^ri/- 4 -Jr*V— 1 , 4 —>*t h* P - 6 -*J V 

>ti;i<#3risl'—h (2.32 g, 6.25 mmol ) iz^Jr =-)VZ D U K (10 ml) bMt& 

mmmmL, bjvx.>-c2m^m^ M^^^f;^;^?^ h (20 mi) 

hiJxf;i/7 5> (20ml) -B\ 2M<$&*MJnFfc:^ h^>;i^ 

^> hFD^D'J K (10.4 g, 125 mmol) fciraitT^MKlT 18 m^mnvtz. 

<tu B#}<®}Wfr%mE.mmLs &t>tntm&my}&. mm^^izmm^^ 
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^ mMih&m (392 mg, 1.14 mmol, 18%) & afifcgili: bTftfco 
'H-NMR Spectrum (DMS0-d 6 ) 6 (ppm) : 3.72 (3H, s), 5.41 (2H, s), 7.32 -7.38 
(1H, in), 7.40-7.46 (2H, m), 7.52-7.56 (2H, m), 7.64-7.70 (2H, ■), 8.22 (1H, 
s), 8.82 (1H, d, J = 4.8 Hz), 11.60 (1H, br s). 

m.m.m 732-2 

N6-^ - (4-7^-3-^PP7i;jp^) — 1 — ^> V )]/* 

4-7^7-3 -^DD7i;-^ (408 mg, 2.84 mmol) * ^JIXJV^^- 
(10 ml) izmMZi*. mUizXykmfcj- b »; £A (114 mg, 2.84 mmol) * 
^^{3jpx.T 30#f§iB#b;feo N 6 h=^>- 7 -s<>i?J],***/-4 
D D- 6 -5- J U >^;U^^it^ K (388 mg, 1.14 mmol) £#P;l, 100°CiCT 18 

alja^*i-rSi tlz X *K ^§B<b^ (81.0 mg, 0.180 mmol, 

16 %) %&ift&mmtLxmzo 

^-NMR Spectrum (CDC1 3 ) 6 (ppm) : 3.81 (3H, s), 4.22 (2H, br s), 5.43 (2H, 
s), 6.68 (1H, d, J = 6.2 Hz), 6.88 (1H, d, J = 8.8 Hz), 6.94 (1H, dd, J = 
2.8, 8.8 Hz), 7.16 (1H, d, J = 2.8 Hz), 7.41 -7.58 (5H, m), 8.14 (1H, s), 8.66 
(1H, d, J = 6.2 Hz), 9.35 (1H, s), 10.19 (1H, s). 

mmm 733 

N6-^h^->-4 - (3-^pp-4- (((^^jvt* ; ) jj;v#'-;u) 
J ) 7 df->) - 7 -b h'pjp->- 6 U ls*>)\s^*yx K 

N6-p< -^>^)lyt^-iy- 4 - (3-^DD - (4 - ((^^-;i/T 

^ y) *i)itf-j)s) T^y) 7i;^>» - 6 »; >j]ji-tf*y-* k) (68.3 

mg, 0.131 mmol) £ ^ifcfll 8 3 £ HHES&^Ssfc: J; t) , SHB^% (43.3mg, 0.101 
mmol, 77 SO £ Jt^lSH, h bTf#fc Q 

^-NMR Spectrum (DMS0 -d 6 ) (5 (ppm) : 1.08 (3H, t, J = 7.2 Hz), 3.14 (2H, m), 
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3.76 (3H, s), 6.43 (1H, d, J = 5.2 Hz), 7.00 (1H, t, J = 5.2 Hz), 7.25 (1H, 
dd, J = 2.8, 9.2 Hz), 7.34 (1H, brs), 7.48 (1H, d, J = 2.8 Hz), 8.07 (1H, 
s), 8.27 (1H, d, J = 9.2 Hz), 8.60 (1H, d, J = 5.2 Hz), 8.64 (1H, s). 

mmm 734 

N6-^fjl/-4 - (3-^PP-4 - (((->^P7Ptf;i/7^y) jtjjy^nju) 
T^y) 7xy3p-» -7- ( 2 h^>J- h*^» - 6 i) >-Z)J]s^3r 

WMRCDMSO-dg) <5(ppm): 0.38-0.44 (2H, m), 2.62 -2.68 (2H, m), 2.50-2.60 (1H, 
m), 2.85 (3H, d, J= 4.8Hz), 3.37 (3H, s), 3.79 (2H, t, J= 4.4Hz), 4.39 (2H, 
t, J= 4.4Hz), 6.52 (1H, d, J= 5.2Hz), 7.18 (1H, d, J= 2.4Hz), 7.23 (1H, dd, 
J= 8.8Hz, 2.4Hz), 7.48 (1H, d, J= 2.4Hz), 7.55 (1H, s), 7.96 (1H, s), 8.26 
(1H, d, J= 8.8Hz), 8.35 (1H, q, J=4.8Hz), 8.65 (1H, d, J= 5.2Hz), 8.66 (1H, 
s). 

mmm 735 

N 6 -zc^jy- 4 - (3-^pp-4- (((^^P7'P^1/7U) 

T^y) 7xyjp^) - 7- (2-* h^->^h^r^) -6-=fry V>ZiJltf* 

VS. K 

^JVT^XDy" t FP7 7>«ffl^t, »i#J2 4 9 £|5}*i{CLT 

1 H-NMR(DMS0-d 6 ) tf(ppm): 0.38-0.44 (2H, m), 2.62-2.68 (2H, m), 1.15 (3H, t, 
J= 7.2Hz), 2.50-2.60 (1H, m), 3.27-3.40 (2H, m), 3.36 (3H, s), 3.79 (2H, t, 
J= 4.4Hz), 4.39 (2H, t, J= 4.4Hz), 6.51 (1H, d, J= 5.6Hz), 7.18 (1H, d, J= 
2.8Hz), 7.23 (1H, dd, J= 8.8Hz, 2.8Hz), 7.48 (1H, d, J= 2.8Hz), 7.54 (1H, 
s), 7.96 (1H, s), 8.26 (1H, d, J= 8.8Hz), 8.34 (1H, t, J= 4.8Hz), 8.65 (1H, 
d, J= 5.6Hz), 8.68 (1H, s). 

mmm 7 3 6 

N— ( 2-^PP-4 - (6-^77-7 - (3 - (1-t^U^y) 7°P^°^ 
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—4 -^r-y U;u) yf^-^yyzL-;],) — n c — ? p fcf;i/ v y 
N— (4- ( 6 - y?;-7 - t Fnap£/— 4 U;i/) 
D7in;i/) — N '— : ^D7n (500mg, 1.60mmol) h 1 — ( 3 - ? 

(102. 2mg, 0.197mmol, 12.3%) SMMali: tt#fe 0 
'H-NMR Spectrum (DMSO -d 6 ) 6 (ppm) : 0.42 (2H, m), 0.65 (2H, m), 1.37 (2H, 
m), 1.48 (2H, m), 1.96 (2H, m), 2.34 (4H, m), 2.43-2.49 (4H, m), 2.56 (1H, 
m), 4.31 (2H, m), 6.57 (1H, d, J=5.2Hz), 7.19 (1H, d, J=2.8Hz), 7.25 (1H, 
dd, J=2.8, 8.8Hz), 7.49 (1H, d, J=2.8Hz), 7.59 (1H, s), 7.98 (1H, s), 8.27 
(1H, d, J=8.8Hz), 8.71-8.74 (2H, m). 

mmm 737 

N — (3-7;^P7x-;V) - N y - (4- (f^S [2, 3-dl Y. V 3- V 

4 - (4-rhP7i;^» [2 , 3-d] M U ^ V > 2 5 0 mg Iz, 

$k&3 7 0mg ) M7>^-7A7 5 0 m g\ ^5 ; — jv 3 0ml,7k3mU 
0-8 5°C£T 2 . 5B#fSjl#Lfco IStSLfcir h5bHD77>4 

£fiS*n:fe£7jCT?$5fel^ ^7jcM^~ h V ^A-e^, *l*£i8^ iIfi&$£0LT:7^ 
;ftl8 2mgffio i(D70mg§h;i/x>4ml, T-fe h — h D 7P 4 m 1 

v y ^ v ? x Lxmmz 3 -7WP7 ;i/-r v^r^— m 90^1) 

ih^7 3 mg^f#feo 

^H-NMR Spectrum: (DMS0d 6 ) 6.72-6.80 (1H, m), 7.12 (1H, d, J=7.7Hz), 7.22 (2H, 
d, J=7.7Hz), 7.28 (1H, dd, J=14.2Hz, 7.1Hz), 7.49 (1H, d, J=14.2Hz), 7.52 
(2H, d, J=7.7Hz) 7.64 (1H, dd, J=6.5Hz, 1.5Hz), 7.84 (1H, d, J=6.5Hz), 8.60(1H, 
s,), 9.00(1H, s,), 9.10(lH,s) 

mmM7 3 7—1 

4- (4-- hP7 jiy^f>) ^x7 [2, 3-dl ^U^v ! > 
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Seans Acad.Sci. ,Ser,C(1967)264(2)207 IzUMCOit^ 4 - ^ n D^x.y [ 2 , 

3- d] ^'J^^>3 0 2mgi:4-rfD7iy-JI/6 0 0mg, V *i? 
Al, 2 g\ A 7 ^ h*2 m UiDx 1 3 0 'CCT 3 0 I^r41# Ifc 

fe. o 

^-NMR Spectrum: (DMSOd 6 ) 7.63(2H, d, J=8.7Hz), 7.68 (1H 3 d, J=6.1Hz), 
8.00(1H, d, J=6.1Hz), 8.35(2H, d, J=8.7Hz), 8.65(1H, s, ) 

mmm 7 3 8 

N — (4-7MP7x-^) -N' - (4- (fxy f2, 3-dl bT U ^ V 
>- 4 -4 )l<$-*-» 7 ^ — trVT 
MMM 7 3 7 izmm<D 7^/ft9 Omg 3i^4-7 jv^r W7 y ^ t% 

^-NMR Spectrum: (DMS0d 6 ) 7.12 (2H, t, J=9.6Hz), 7.20(2H, d, J=8.6Hz), 7.46 
(2H, dd 3 J=9.6Hz, 5.2Hz), 7.52 (2H, d, J=8.6Hz), 7.63 (1H, d, J=6.2Hz), 7.94 
(1H, d, J=6.2Hz), 8.59(1H, s), 8.89(1H, s), 8.94(lH,s) 

Wfam 7 3 9 

N- (3-7;i/tP7x-;]/) -N x - (4- T3, 2-dl b° U ^ 

nmrni 3 7 izmmvjimtmmizLT 4- (4--fd7x^>» 

[3, 2-d] tfiJr^>3 7 5mg^f,?^;ft:3 1 Omgm, ^©T^ 
y#135mg<fctK ^^«J7 3 7 (3|B«4©7j^t J; $ N 3 - 7Jljru 7 ^-fr 
^V^>7^-f(9 0,ul)£ffl^-T\ m^t^ 2 5 0 mg£f#fc o 
WMR Spectrum: (DMS0d 6 ) 6.72-7.56 (8H, m), 7.65 (1H, d, J=6.2Hz), 8.44 (1H, 
d, J=6.2Hz), 8.68(1H, s,), 8.86(1H, s,), 8.95(lH,s) 
<p mm± MTCD&O iz b fc o 

m^m 739—1 

4- (4--hP7i7jp^» ^J-y T3, 2-dl t!U^> 
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98.MM 7 3 7 — 1 £ iBiii © 7a S fc: <£ Seans Acad. Sci., Ser, C(1967) 
264(1)100 \Z.UWL(Dit^mA-^X2U^^^ [3, 2-d] lfij^>315m 
Ei?hm.m^m3 8 2mg^|/:„ 

MI-NMR Spectrum: (DMSOdJ 7.63-7.69(2H, m), 7.70 (1H, d, 
J=6.1Hz),8.32-8.38(2H, m), 8.51 (1H, d, J=6.1Hz),8.73(lH, s,) 

mmm 740 

N- (4-7^P7xz;v) -N x - (4- (7-^; [3, 2-dl 
>- 4 -J)V3r*i/) 7x_;i/) 

^J(6fl]7. 3 9 fcfBSBOT^ y^l 5 0 m g S> ^fifefll 7 3 7 i: IsHtBCD^tc: «t 
0 4-7Mn7ixH V^>7* — h( 9 4 ^ 1 )^m^X^mt^^ 13 5m 

WMR Spectrum: (DMS0d 6 ) 7.00-7.56 (8H, m), 7.65 (1H, d, J=6.1Hz), 8.44 (1H, 
d, J=6.1Hz), 8.67(1H, s), 8.73(1H, s), 8.78(lH,s) 

^flfcffiJ 7 4 1 

N — (4- (6, 7 -Z?* Y^-is*; U >- 4 -^;i/^-^->) 7 — N ' 

- (3-^>^-;i/7xUb) 7b7 

WO 97/17329 D^fiS 4- (6 , 7 - h Jp^y U > - 4 - 

4 7xx-;i/T^> (296 mg, 1.00 mmol ) STJ 5 ( 3 & Jl 

y ji-jv) *;i/A^>i7x-;i/x7Nr;i/ (291 mg, 1.00 mmol) % is * 3^ X J\s 
^^i^ H (3 ml) 85°C«c:-r 2^ISiPlft^bfco Mj&M£St^^3=-;i/ t?KX 

#ibu w^ii^iN-7jc^b^h';'>A7jcv^ 7K. isipj^kt-^u m 

M*^y*WA7A^D7 F^77^- (*§tfiM ; H^^-^ : J — 
Jl> = 30 : 1) JctfU S^*^tP7^^i/3>*««ibs S^Un^UcSS® 

hfcj; t), gliB-fb^ (430 mg, 0.871 mmol, 87 % ) M^iH h bTfffco 
WMR Spectrum (CDC1 3 ) d (ppm) : 3.16 (3H, s), 4.03 (3H, s), 4.05 (3H, s), 
6.46 (1H, d, J = 5.2 Hz), 7.12-7.18 (2H, m), 7.41 (1H, s), 7 .50-7.62 (6H, 
m), 7.81 (1H, s), 7.93 (1H, s), 8.11 -8.15 (1H, m), 8.48 (1H, d, J = 5.2 Hz). 
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mmm 742 

N— (2-^PP— 4- (( 6 -^77-7 - (4-b°^U^;i/^ h^>) — 4- 

N- (2-^PP-4- ( 6 -i/7J - 7 -h h'D^-^^y U >- 4 ->f 

-AT '-^^^^l/T' (125mg) h* 
( 1 . 5ml) {c^n^., £££t e r t 4 - (^P^E^^^) — 1 - 

b^U ^>#;i^^>]/- h (141 mg) i:J£ig# U r>A (9 3 mg) t 

x. s 6 o°c-e 3 mmnmhtzo ^(D^rn'mmizy^m^mm^^mi^h, m 

*tfeo t#^nfeffi^^^K^^^;UT"S$5^bs tert-m 4- 
(((4- (3-^pp-4- ((p<^-;i/T^y) 7^y7i;^^) 
— 6 -%/T ; — 7 u;i/) —l -b^u^y^^^ 

- h ( 2 1 mg) &mM&m¥uh UHto h U 7JV*uffim. (1.0m 

1) tzS/SU 10^^-£3i#L£o C-^7K2ml«:jDx.T^7Km^ h U 

-^A-e^fnu wtBufeis^^^b^ mm^^m a 6mg) &f#fc 0 

H-NMR( DMSO -d 6 ) (5(ppm) : 1.20-1.35 (4H, m), 1.70 -1.80(2H, m), 1.90-2.01 (1H, 
m), 2.66 (3H, d, J=4.4Hz), 2.95 -3.05 (2H, m), 4.12 (2H,d, J=6.0Hz), 6.58 (1H, 
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^^n/p tVbT^ y) T X y7x;^M - 7 -y h^>-- 6 - 

*J U >#;i>**^-y-3; h\ 4 - ( 5 - ((T^U y 7^) - 2 - 1? 

U y^^-^riy) - 7 -y h =^>- 6 V >£71/^t^ H\ 4- (4- (7* 
zgy*;^-;p) IT'S- y ^y Jp>>) - 7 -y h3^>- 6 U 
-9-5. h\ 4- (4- (7^'j;*M-;p) 7^7xyapi/) -7 - (2-y 

h^^x.h^r>) -6-^y U >>b;i/^dr-9-^ h\ 4- (4- ((2, 
tP7^ijy) 7^-3-7;VtP7xyJr^) -7- (2-y 

b^>j: h - 6 -^y U >7^;i/^^1^5. h\ 4 - ( 4 - (( 4-7;WP7 

-'jy) ;w) y - 3 -7WD7x;^^) - 7 - ( 2 -y h3^> 

^ b^>) - 6 -*y U >^;i/^^rit ^ H\ 7 - ( 2 -y h^ri^ h - 4 

- (4 - (( l , 3 -f7v*-^- 2 )\s7%; ) 7^ y - 3 - y 

MP7x7Jr^) - 6 - =*y U K*5=fctF4 - (4 - ((4 -y )]/ 

tD?nj y ) y - 3 -7MD7i;^» - 7 -y h ^> 

2 5 . HufB'fb^* s > N- (4 - ( 6-i/77 - 7 - ( 2 - y K^>iK^> 
) ^>>-2-7MP7x^) -N' - (4-7MD7 

i — ^1/7, N — (2-^PP — 4— ((6-^77-7 - ((1-^^71/— 
4-t^'J^)^h^-» -4-Jr;'J^) t^r^» — — N £ — S>^7 
Drn^^l/T, N— (4 - ((6-*>7V — 7- (((2R) — 3- (^a:^7U 

T^y) — 2-b h n^i/y°D t:;i/) Jr*is) —4-* J ^fy) y m - 

)]/) — N '— ( 4-7MD7i-^) -7 1^7^ N— (4 - ((6-y77-7- 
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((( 2 R) — 2 - t KD=^>— 3 - ( 1 - tTD U S^y ) :Tn fcVl/) ah*^) —4 

y;iO ^-^^>) 7 ^- — n -(4-7MD7i-;i/) ^i/r. n 

- {4- [6-->7;-7 - ( 2 -b FD^^>- 3 - h°D U 1 --f;i/-7* 
D^Jr->) U >- 4 D3^>] - 2 -p«^-;i/7in;i/} -N' -S^D 
rn^lz-^kT, 4- (4- (4 -7;1/tTdT-'; y ) —4 -y 

^ y 7xy^i/) — 7 - y h^>— 6 y >#;i/#3ri^ a - ( 

3- ^dd- 4- p7d tvi/T 5. y r 3. y 7 m y ) —7 
-y 6 -*y >*;i/3^^-y-^ h\ 4- (3-^pp- 4- (>>^d7 

0W7UAi^) 7^y !7:ry =*i/) —7- (2-y h^S>^h^rS>) 

- 6 y >#;i^*+>-5. h\ N 6 -S/^nrntf;L/— 4- (3-^dd- 4 

- (((^^D/D^T^y) r^y) 7iy^r» — 7-y 

6 -3=-y y >*;b^^-y-5: h\ n 6 - (2 -* b*i/^Jl<) —4 - (3 - 

7PP-4 - (((>>^P7"D^;i'7^y) ;&;i/3tf-;i/) T^y) 7^y^r5x) — 

7-y v^is—Q-*; y >#;u^-y-3; h\ N6 - (2-trysw —4 - ( 
3_/7 DD _4_ (((^>/7n?°n hVi/T^ y ) 7^;) 7xy^^> 

) — 7 - y h^-^>— 6 -Jpy y >^;i/^^-y-^ h\ n 6 - (2 -^;i/^-noi^-;v 

) —4- (3-^PP-4- (((i/^P7P^l/7^;) T^y) 

7 xy — 7-y h^jy— 6 -^yj >#;i/^-9-3. h\ n 6 -y b^-iy— 

4- (3-7pp- 4- (((^7p7p^7U) !P ^ y ) 37^ 
y ^riy) — 7 -y h ^rsy— 6 -^F-y y >*;u^^r-y-^ K> N6-y^;i/— 4- ( 

3-^od — 4- (((^^dt"d^7^) T^y) 7xyJr^> 

) —7 -y h^>— 6 -Jp-y y >^;b^^r-y-^ h\ n 6 -m^— 4 - ( 3 
uu— 4- (((^^DrD^7^y) ■frjistf-ji) T^y) 7xy^y) —7 
-y b^ffy— 6 -^y y >#;i^^-y-3. b\ 6 -#;w^^ 4 -( 1 -^^i, 

1 H->f > k— 5 ;i/;?f-=^>) -7-y b^^y y 
6 -#;w^-f ;i/-7-y b^-^-4-(i-7°P tvi^;w\"^ 1 H--r 
> b — 5 ;i/^-=^->) ^y y >^ 6 -^w^-f 7 -y b^>- 4 - 
[ l - (l-y-5=-;b) if-j^;w^^;v - 1 H-^ > - 5 - ^mjf^> 
] ^y y N4 - (4 - {4 - [(T-y y 7^] - 3-^pp 
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7iyjpi/} - 2 - try - l -y^;i/- 4 - tr^u ^>#;i/^-^ F> 
n i -7 i 3-^dd-5-[(2-{[(i -y 4 - tr^u 7b 

^ b\ N4- [4- (3-^pd-4- {[(4-7;PtD7nj;) 

T^y} -2-tfU^;i/] - l -y ^;i/-4 -b°^y ^>#;i/ 

b\ 1 -(2-^DD-4- {6- [4 - ( 2 y h^p 
^) — 7xn;H- 7H— bPP [2, 3-d] b U * S^>- 4 
7xr;p)-3-^^D7D^;ve?l/7 > 1- {2-^DD-4 - [6- [4- 
(( 2 R) - 2 - b HD^r^-3-^;i/7^ :Tp -7xzM-7 
H — b° P D [2, 3-d] b°U^^>-4 — f J)/** is] — 7 j^-JI} — 3 -*/ 
^D7DKJ^l/7, 1- 4- {6- [4- ((2R) -2-b 

h*D^i/-3-lfDU^>7 7'n^^^) -7i-;H- 7H— bPP [2, 3 

-d] try * 4 ->r -7x-m -3-i/707 , D^->v7 

, *J:Vl-(2-^nD-4 - {6- [4- (2-^;i/7^7"D^J/ 
) -7xr;H- 7 H — b D D [2, 3-d] b° 'j ^ V > - 4 - 7 
3 -i/^nrn t';v^l/T^^^^±"tl^v^•rt^^ l©^%-efe^>, ft 

2 6. BfffB'fb-&%* s . 4- (3-^DD-4- (iy^D^D y 

7^7x;^^) — 7-y h^— 6-^y h\ 4- 

(3-7D D— 4 - (x^;V7UA;i/*-;i/) 7U7xy^rJ/) —7 h 
6 -3py U h\ N6-^h^^>-4- (3-^DD- 4- 

(((i/^Drn^i/rv) T^y) ^^y^^) — 7-y h^-^ 

— 6 - *J U h\ 4- (3-^7 DP — 4- (^^7>;*M 

y 7xy — 7-y h^— 6 -^y y >#;i^=^3: K:fej;T5 
n 6 -y h=^>— 4 - (3-^pd- 4- (((^^^y) 7^ 
y ) ^^y Jriy) — 7-y 6 -*y y >*;i/^-!^ 1* at 3^ 

tc z ti z> m. * fc j± ^ *i © ?j< *n % 0 
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27. m&m i~6<D\,^-rtifr—m£.ffim<D4b&vo, *ki«©ii^{: 



[^"K bTI^T&J; 1^5 &^b 1 4i^fMiiSS§ll!t 

1"£ ; Xf±, KlSM^x ^ftfC^\ -SO-Sfe(±-S0 2 -^flftt§ ; Y i± 

> I^S^t It * J;^ C 6 . ! 4 7 U mi%&%mi,X^T$> J;v> 5& 

<^b 1 4M^#^^^Stfcttg^*^^LTV^T^ c^:V^C 1 _ 6 ^;i/^r^> 
S£lcR*-r£ ; E{±, #Ml^i;£te-NR 2 -£}gcRk-r£ ; R ^ £t>*R 2 li-eft 
tKHIJI^ liS^LT^t^i^C^e?;!/^ g*&S 

$Li<tf^ -CO-. - S 0 2 -£fci±gf|lS£WbT^T&cfc^C i-aT"^ 

C 2 . 6 7;^-;H, gJ&S£WbTV>T&£i>c 3 _ J|^5£l^b7Kms> 

MtlTt^T^J;^C 6 . 14 7'J-;i'S> g|&S£^bT^T& cfcVA 5 b 1 



2 9 . 




(I") 
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-NH-^fe(i-0-, %mmir% 0 Z 32 ttijM5S-£\ - co-, - 

NH-^^cii- o-$:m(*t-^o ) Ta£n£S&jti*Tr£ 0 ) T^^n^s^ 
lcR*-r£ 0 ai±x (i) ^>ry», (2) ^utf>m^-, (3) ^hD 

S*5«fcV (4) 5£-V xl - v X2 -V X22 -V X3 (sfctK V X1 , V X2 £>£V*V X2 

2 &%ti?tim±vTs mmm*. mnm^ -co-, -so-, - 

S0 2 -, 5£-NR X1 -, 5£-C0NR X1 -, 5£-NR xl C0-, S-S0 2 N 
R X1 -, 5£-NR xl S0 2 -, -0-C0-, -C (0) 0-, 5£-NR xl C ( 
O) 0-, 5£-NR xl C (O) N R x 2 — , 5£-0-C (O) N R X1 — , -O- 
C (0) 0-, m^S^^UTV^T*)ctV>C 1 _ 6 T;i/^rl/>S, lifi^WlT 

tis&ss^b-c^-tfc £^ 5&i^b 1 4iMMi^a*iit5 ,• v x3 

, R xl ££^R X2 i±, ^ft^ft&j&bT*^]!^ W.Wk&%mhXUX&£^C 
TV>x& J;v>C 2 _ 6 T;i/^r^;i/S, It % C 3_ B J3t^^b 

^5&V^b 1 4Hli^S, ©^S^bTl^T*) <£V^5&^b 1 

30. s^ig i ^^{±2«3«6©^ti, *)b<{±^©^ii^^^m : ^^ti^^ 
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* & * ti © 7km m & mwmfr t -r § mmm £ mmm o 

3 2. ffi&m 1 *fe»2fB«©fb^. &b<te^©l«^f3fm£ti&i& 
3 3. ff^JPi 1 ^fett2IB«4©'fb^r^ & b < {*^©^S^^fcs^^n^^ 

3 4. it« i $Ltz\±2&m<Dfc'er®, bv<i±*<Dmm¥mzwt&£tizm 

35. m&m i *fei±2§B«©^^ ^u<^^©^ji^^(3|^^h^^ 
$ & t± ^ ti e, ©7joa t; § ^ -r £ ^^ts^^j s i±mmm&m 

3 6. i &tzi± 2t^mo^^ &i,<\±*(Dmm¥$nzft®$n2>m. 

3 7. 1 £fcl±2f3gs<ZMb'£-«5> & b< &^©!£3l^f3|^£*i3;i& 

3 9. ft^ 1 *fe(i2fBtt©^^ ^>U<{±^©^S^a<3{cfFS^n§^ 

*£&u susmak Huitiigffi^^j, w^^j, mmwsmftk mmmt&mm. 

40. fgjfcB 1 *fet±2i3<B©^^ &L<li*©3lS:ffl^l$fc^3;ft,£jfi 

41. ft^n i £fci£2§a*s©'fb£-tk *b<«^©ma^^icf^^tv§^ 

42. ifjfcm £fct±2§Btt©'fb£-#K &L<l±^(DMm¥&)lzi$m£tlZ>i& 
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39.1 (iv) of the Regulations under the PCT . 

2. Claims Nos.: 
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3. Q Claims Nos.: 
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11-158149, A, the laying -open of which has been carried out before the priority 
date of this international application, discloses guinolyloxyphenylurea 
derivatives having neo- vascularization inhibiting effect. Thus, there 
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inhibiting effect and a structure bearing a two rings connected by an ether 
linkage and an amide analogue group . In the sight of the prior art , therefore , 
such characteristics are not special technical features linking compounds 
of claim 1 together. 

This international Searching Authority finds that this international 
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the sense of Article 6 of the PCT and disclosed in the sense of Article 
5 of the PCT to such an extent that a meaningful international search can 
be carried out. The same applies to claims 27-40 and 42 relating to use 
of the compounds. 

In this international search report, therefore, prior art search 
has been made only about compounds which are supported by the description 
in the sense of Article 6 of the PCT and disclosed in the sense of Article 
5 of the PCT to such an extent that a meaningful search can be carried out, 
that is, compounds wherein A is one of the groups set forth in claims 7-10, 
and the results of the search are given. The same applies to use of the 
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